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(54) REVERSE TRANSCRIPTASE INHIBITOR 

(57)Abstract: 

PURPOSE: To obtain a reverse transcriptase inhibitor having a strong inhibitory effect on a reverse 
transcriptase produced by HIV and useful for improvement and prevention of AIDS and for suppression or 
retardation of the crisis after infection with AIDS virus. 

CONSTITUTION: There is provided a reverse transcriptase inhibitor containing 2'-deoxy-L-ribonucleotide-5 1 - 
triphosphate, preferably 2 , -deoxy-L-thymidine-5 - triphosphate as the active component and having- a strong 
inhibitory effect on a reverse transcriptase produced by retrovirus. This compound can be produced by 
converting an L-nucleotide (an optical antipode of a natural type nucleotide) into its monophosphate, e.g. in the 
presence of phosphorus oxychloride and subsequently synthesizing its corresponding S'-triphosphate compound 
therefrom, e.g. according to phosphorimidazolidate method. This compound is also useful as a regent for studies 
in the fields of biochemistry, genetic engineering etc. 
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L-?$ ^>2 Omq (0.0 8 3 5 y*;l<) %*)fiMYV 
x?-;Hmltt:?gjSU -lOTOmPl/cE *^>fi 
ft^BOal £$fo]l,fc 0 4'CtCT 1 6B$P^StE$^ 
fcflL 5j£^lM^7K^hU^A7k^2mltC^ 
WbWh^ti. cpfflSL 7K£*^J[Jl>T±S£5 0ml 
fc^L/c^ *DCi#JUAl Omir3lii5t^L7c 0 * 
a^DEAE-feia-X (3cm I. D. x 7 cm, Whatm 
an DE-52) CC^#?-&r7j<?ftU/c^ r yx*;U7>* 10 
^^k'^-a- h^it^&SJfE (0 -0.3M, 5 
00mlX2) -cmttibtc. 5' -ty^i^t?7 7 

> 5' -^S^AsWi (L-dTMP) £?#fc„ 505 OD 

(0.1 N HCl) 6 3% 
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*»JDUr»«Ofc. C<D^S^rDEAE-Hr;ba-X 
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9tlsttfo % h U if/I^T^-'JAK*-**- HOI 
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2' -m^-L-f;^>5' -MJ0A,B(L- 30 
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KDNA^yy ^--«2r(Polr : Izuta, S., et al., B 
iochem. Biophys. Res. Commun., 179, 776-783 , 199 
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50 mM Tris-HCl pH8.3 pH7.5 pH8.8 

40 mM KPi pH7.5 

MiCI, 0.5 mM 0.5 mM 0.5 mM 

MoCl, 4 mM 

DVT i mM 1 mM 1 mM lm 

BSA 100 Mq/ml 400 M q/ml 400 Mq/ml 400 M q/ml 

KC1 50 mM 100 mM 50 mM 

# V [ rA] 20 /X q/ml 40 ju q/ml 40m q/ml 
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BiK^-yH 0.1-0.6 0.1-0.6 0.1-0.6 0.1-0.6 
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(AZT-TP: Ono, K. , et al . , Biochem. Biophys. Res. C 
ommun., 140, 49&-507, 1986) fci:^a-dTTP (Yam 
aguchi, T. , et al., Oiem. Pharin. Bull., 32, 1441-1 
450, I984)4ffll>fc. P6\a<omM^v^(^-tbXii 
ttftDNAfcfliOfcW^ L-dTTPKJ:affl«tt* 

T^aH*3WB«)6h4KT*a3>>-pfc. Fblr 
«C*tOTtt, L-dTTP6Cj:S(B$«ift*iB»6nfc 
*«> AZT-TPiH«M-St, *©H*ffitttt**ffi 
rfPo/c. g/c, a-dTTP&S Pol T&C*fU r»C>H£ 

$lfflSft*tf'J [rA]-*U=f[dT]t»SS^-fv-4L 
"CfflC^i, L-dTTP«HIV-lRT«:*fU'C5ftC4ffl» 

£*lfcL-dTTPCDHlV-i RTtC*ff &H«aHMc-?l> 

RZmtbtctCZ. L-dTTPttSS^&SdTT* 


<PiJ^ffl#r*C£#5*Shfc. HIV-1 RTK*tT& L 
-dTTP©K i/KmffittO.O 7"T*tK L-dTT 
PttHlV-i RXCc*fOT, S»OdTTPJ:0«>jRl4« 
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